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Iti 






5 




15 




6 




16 


"C0 2 Me 


7 




17 




8 


X> 


18 




9 




19 


>> 

HN^ 


10 




20 
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mi o 


X 








0 HN 


CH 3 


(I-B-5) 




N 


\ 

-n' 

CH 3 




No. 


R 6 


No. 


R 6 


1 


H 


11 




2 


Me 


12 




3 


Et 


13 


TJ NH 


4 


i-Pr 


14 


TN-C0 2 Me 


5 


v^OMe 


15 




6 




16 


^C0 2 Me 


7 


□ 


17 


r>« 


8 


u 


18 




Q 

y 


u 


1 Q 




10 


JO 


20 


r> 



[0 0 3 9] 

[i] -figs; (i) ^*£;ft3;fc3SiKft-a*<£>5*>> r 
3 ^*igJ^£*trf{kim (i 

A) 

[ft i o ] 



O HN 




(IA) 



R 5 

[0040] -figs (i a) -e^SftSft-g*^ -is 
55 (II) 
[ft 1 1 ] 
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(III) 

[0 0 4 1] 
lit 1 2 ] 

[0042] -jKS (ii) T^snsft^t-ftS: 

(III) T*^S^5ft^cDSiStt<KfftlT?fc!3, $lx 
^/u^dfS/K, ^pp*W, tt-ft^f-^v, v^^vw 

[0 0 4 3] ffiSS©ffii«SRlStt«To*ffi(cJ;o-C 

* fc J4^-^S«ftliK<7)J&{£lfKJ£ Si J: < £a & ttr 
*SD, (1) T/v*y**5WW, (2) ®H4lft 

fTRcfcttajftfiMElS, (3) *P*^4M¥{-±5Jft» 

ttSJS, (4) ^y/VScD^»S^^*(f ^^X5„ 
[0 0 4 4] 

(i) r/v*y*n*5W?t«tsiK»»sjESf4, m*.ti. 

a, *^{L*y^A, *^{by f-^A^) , r/^y± 
S^JSrozkKft* (*IMt;/<ypA, *iMfc:*A">!?A 
go ^fctt^nffi (^»^- h y pa, ^i** y ?a#) 

0~4 0XKDM&.T??ft£t>tiZ>o 
[0 0 4 5] ( 2 ) »*frTT?©Jllfit«R«rt, fix. 
fi, (i&fli;^!^ ^nnjJ^W^ i^^f- 

^ g^H^/K r-y-/v##) <f», wag? (Sfflt b 



SIHI) *f\ 0~1 0 O'C^fiig-^lT^^lxSo 

[0 0 4 6] ( 3 ) ^PTkJS^fft i 5 JB#»gJSH\ m 
XJf, ^ (cx-^/V^ (Th7tFP77y, 

/Pm^/v^r f. n - ,\,% (Tir h = h y /V 

7 A, |&ftfi&, 7*-= 5,^,1^) ©#ftT, Sffi* 
T\ 0~2 0 0t©SST , fT*}3W„ 

[0 0 4 7] ( 4 ) 5/ y /p£©JK«as^H:, mz.t£. 

iKtmfa^oz^wmm (rh7tKc77^ r-trh 

^by^) 4\ rF77'f;v7y ; es7A7;i'*7'f 

K&fflV^T. 0~4 0'C©SSt1f4W5„ 

[0 04 8] £fc, *;V#>y/H©flSt LTS4, 

filxify ^fwS, t-T^A-g, ^VvyVg 

v^fvv-S, 2—r F7t FPf5=;H, x-z?=f)V 
i? * fvV-> y ./VS, t - 7 m y /VS, T 

f^T^^/i^ h y 7/i^nT-irfvi^ 9-7 

y^i, ^ b^^^f/i'S, 2-7h7t Kct^^ 

f&mx°% 6mx°hni$mcmfe&ntev\ m*.tz. t. 

W. Greene, Protective Groups in Organic Synthesis, 
Wiley, New York, 1991iCfa*c£;rifct>cD;^V^;ft, 

[0 0 4 9] [2] (I) T^^^Sft^CD? 

r 3 ^c i ~ 8 r/i^/vg&fcfrtyfra-*, 

*>, -JftS (I B) 
[ftl3] 



R 2 
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[0050] -JKS; (i b) x-^&ti&fc&mx BfrlB 
<D—m& (ii) ■c^^HSfb^^-jRS; (in) r*^ 

(IV) 
[ft 1 4 ] 



,3-1 



(IV) 



(S;^»IB-^i4ttilstPDfi*^a^1-o ) X-^&tiZ 

[0051] -jrs; (ii) ^SftSfls^&fc-jKsS; 
an) x^£fo%ik&mhRfc£itrnbnz>ik-a-m 

t, -JSS; (IV) ■?^3*x5fl^fc©SJ£H&*q-C 



&5 0 «X.«, ^I4*-»K (^f;l-*;kA7 5 

[0 0 5 2] WJSJBDH-t LTffl^a-jRS; (ID , (II 
I) *5£U= (IV) ^£*x5flS-e*H:, <&fcKD#8sfc 

ft^*-C*>5. Mitf> -)R5C (II) Tv^SnSft^-ft 

-So 

[0 0 5 3] 
Mfcl 5] 



1 



R 4 



Et0 2 C-,C0 2 Et 



(V) 



)Et 



12CG 



Et0 2 C^-C0 2 Et, R 



H 

(VI) 



,6-1 



POX 3 



EtO z C 




N N 



Mftfrffi HOOC 

SJtS || 




N N 



r 5 Mb 



(VII) 



(VIII) 




[0054] £jsi@5£(p, -IKS; (v) -c^SiiSfl: 
Kr±#®S fcfTft o T ± v L, ^ < o^coa** 

[0 0 5 5] 

[ass&j*] -ass* (i) -c^*ns**wft#*asp 



-fyfhc (in vitro) HTyt-f 

Kf^ffi] U9 3 7« (t hW&jfc) Sri o%<y 
v'JS&J/ljfo.ff *t&RPM I 16 4 0igjft<pT?ig#L7c o 
U 9 3 7tM££[h]1|XL, 2 OmM h V XiMB. (T r i s 
-HC1) [pH8. 0, PMSF (ImM) , n^^=f- 
V (leupeptin) (1/ig/ml) , ^7X^f >A (p 
epstatin A) (/ig/ml) ] (pt?*^ S^tM XL 
fc, jfrbfttt (15, 000 r pmT'l 0 ft, X»£H 

(XL, 0.45nm<D7j;U?~X?>iMlLfc r > fy7;v^M 
onoQ (yy/Wv-TttSk 3ie-f^^ft*7^ 
# 7Att^ N a C 1 © 0 ~0. 8M©iftffi&jffiTi§ttj 
Lfc 0 10/jMp!)/7A (rolipram : PDE 4MK 
IfiS^J) fc±0PDE8H£©iH&LfcB#£|HlJKL, P 
D E 4 PltffittSraiJS-fS fc*coS*« t LTftffi L 

[0056] mmmmfea. &,r<D^mxn^^± 0 
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80m 1 ©*f?S*?S (0. lmg/k g V-yMMT)^-? 
?^t!)^S'7r- (pH7.4) , 10 At 160* 
WRit^Mfc (1 0%DMSO) *5i01 0 At 1 ® 3 H 
-cAMP (20, 000 cp m, 1 0 At M) [MgSO 
4 (lOOmM) joit^^^iL^T/V^? V (lmg/ 
ml) Sr^tf-f 5 yy~— ;V/<?7r- (lOOmM, p 
H7.5) ] Sr^U Ilfit3 0^^^-H 
fc„ 2.5#RB«^i'^^Lfi&fc#Jl:£tffc. M'b 
(2, 000 r pmt'l ft, 1 0 At 1 «-^t'# (snake 

venom) (lmg/ml, fiTVtfcK, ffifolf^V 7 0 
0 0) SrTJP^. ^?fi-e3 0#K^f V^a^- b Lfco ± 
?f 5 O At 1 ^r/^t*7A (1 O O At 1 ) 8 

o At 1 ©0.005N«H-e*WL, StfMtoW&ttSraiJ 

SLfc. ) 

[0057] ifmmit^mn pde4 pi-ss^^t 

PDE4?SttPl«* (%) = (l-*3B91ffc£*l#&T 
o«clt«tt/*ISWft'g-**^T©Scltffitt) x i o 
0 

[0 0 5 8] I C 50 (B 14 P D E 4 SH4£r 5 0 %PI*-f 5 

SUBS*** 1 1 fcigrf . 
[0 0 5 9] 

mi 1] 

»1 1 



1 (3 6) 
1(3 8) 



0.004 



0.003 



0.010 



[0 0 6 01 

[#I4] -jRS; (I) "C*4n5*38Wft^*©«tttt 

[0 0 6 1] 

[gHiB^©3affl] ^wte^f*, pde4 lasfstfe 

im, ffFUjaf) , a^te^JS, 7W^-M 
£ (T I'^-tt/Mfc, T Wl^-ttg^ T b t- 
ttJ$J#*#) , BEfc££J£ («3»14AII^ yn-> 

y a iap, mmmm) , 

[oo6 2] #»w-«B^5-*a; (i) -e^^tb^ft 

^ffli^dtt, ^;#K)4fc{l^)3ifK)(-. Ins 



©r, mmsk. e#7?S5, tenant;: £<9Hft3 

00mgOfgffl7:\ 1 0 1 mfrbWL\a}1&n&5-£foZfi\ 
*fc(«A— Afefc>9 , lEIf-o^ lmgHlOO 
mgceif, 1 0 l@!9»6>»lHl*ignS-^ «J*L< 
ii, »»&#) Sfcttl 0 lNfH*»e>2 4 

[0063] -juts ( i ) -e^^nsft-g^ftSrS^-i-s 

t>io»^ffittft«!£l MiS?^ h-*, ^y-h 

y^-f^T/v^y^y^v-yAt^i^-^tiSo ids* 

U^f7!) Vilv^v'^AOj; 5 WSJ, »l* ^ 

5ftgc5Wr'J, yVwy $ viMSfcttT*^?^!!©,}; 
5 fc*#*t#)8J SrS* t T V ^ T fe «t V \ ££U * fc ft ASI 
fi&StcJ; 9 f7fy t KP^f^nt: 1 ;^ 

b ft E & 3 v ^ i±ai^tt*«co 7 -f ;vAttl b 

v\ $^icifyf->-<Z)J;5ftMX$ix5 5tiK<7)7jyir 

[0 0 6 4] gPS-^-»fc*©«f«l/Sft(4, ^JWl- 

ft#^»j mm, ^y/-/v) t^*n 
5o ^.mmmt, ^m^mmmmmmm, mm 
m<Di.otmmL wmu mmm, %m\, ^mm* 

y7Acoi5ftS£^Jt^^tt5r^x.5J;5 ft , 
^ym<DX 5ft^^J5r-^*LTv^rtJ;v\ 

ffl»I^73tfeJ±, Fi|x.i±**B#fFS2, 868, 691-§-*3 iU 5 
ID^3, 095, 355-§-}^PL< ta*$tirv^„ 

[0 0 6 5] ^^^iS^gnS-^cofcfecoftltSJt 
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mm, futm*&irr&. Mt<Dmmm. mmmtL,x 

SSfflfcLTii, Mifi^ckVy 
;#y jx^v-^y ^y-r/fficoi 

LT t i v >„ ^ co J; 5 ftttrtfett, £ (ciSMSiJ, Sffl 

si, ?ubm #fc£i ssftsi (ms*\ 5^ 
Hflfig*!>£9ajtu «x.ffi*s^«f 0 ©^ffltfr^, *«ft 
fc * i o^itrt * <o-< v f - y 

[0 0 6 6] 

tweftftV\ ^n-r h^^-^iSftlt TLC 

*«E*fcttSH!*aCSr*L, «^W:fW*Jfc«:*:b1-. N 
MRcoSgffd^ft-O^* s/3rt«»ffif4, $'J£icM£ 

[0 0 6 7] 

2- ( ( (1, 3-^f;H;'7/^-5 — fAO T 
[ft 1 6 ] 

CH 3 



O O CH 3 



-N' 

H CH 3 

[0 0 6 8] ih^-^f i^yvpyf • 



7VU (38. 9 g) *5itK5-T$y-l, 

7 y-^ (20. o g ) <»m&m i 2 0 °ct* 1 n$m& 
#Lfc 0 sjsj&a-«iS:as*T??&sia, (20 

OmL) euifc. £Cfcje*fc5ii«, |E»U TIB 

mm^-rmmih^m (43.56 g ) £#fc 0 

TLC : R f 0. 59 (puuTjvUJ* : /• 9 J— >V= 1 
0:1); 

NMR (CDC1 3 ) : 6 11.00 (bd, J= 12. 3 Hz, 1H), 
8.14 (d, J = 12. 3 Hz, 1H), 5.86 (s, 1H), 4.32 (q, J 



= 7.2 Hz, 2H), 4.24 (q, J = 7. 2 Hz, 2H), 3.74 (s, 
3H), 2.23 (s, 3H), 1.38 (t, J = 7. 2 Hz, 3H), 1.32 
(t, J = 7. 2 Hz, 3H)„ 
[0 0 6 9] #%M2 

1, 3-v ? 7f-/V-4-^iai3b°7y > D [5, 4~b] 

try v?>-- 5 -*/vjK>-k • ^^/v^^^/v 

[ft 1 7 ] 



o ci CH 



CH 3 

[0 0 7 0] ##fiff l-CjaieLfcft-g-* (43.56 g) jo i 
t^^fift >? A, ( 1 4 4 inL) CO?g-a*£ 5 B3ff§«M 

X-fcfL fiifer B £r6iILfc 0 filSJISrS^^/v (1 
L) irigs#U 7kjoit>Wo«*rill^Sfei#L, 

5SMft#» (28.47g) £#fc 0 

T L C : R f 0. 85 (^ P P : 7 ? / — A-= 1 

0:1); 

NMR (CDC1 3 ) : 6 8.95 (s, 1H), 4.45 (q, J = 7. 
2 Hz, 2H), 4.07 (s, 3H), 2.76 (s, 3H), 1.43 (t, J 
= 7.2 Hz, 3H) 0 
[0 0 7 1 ] ##ffj3 

-^npfyVp [5, 4 



1, 3-y7f^-4' 

t?y j?^— 5 —fnvifsvi 

[ftl8] 



b] 



CI 



CH, 



HO 



CH 3 

[0 0 7 2] ^mnxWfk\~.tz-\Y&m (28.47g) CO 
v>7 h^rvo^y (2 2 5mL) 8 5 %*8?ft 

,#y?A (59. 15g) SrJPXLfcft, * (18 OmL) £r 

4N-IS (2 2 5mL) T?^?0Lfc o ^D/cISS,^ 

(25.25g) &mc 0 
T L C : R f 0. 10 (^PP^W : 7^/ — ^= 1 
0:1); 

NMR (DMS0-d 6 ) : S 8.90 (s, 1H), 3.99 (s, 3H), 
3.34 (bs, 1H), 2.67 (s, 3H) 0 
[0 0 7 3] t#M4 

1, 3-v?^f;V-4-^Pnb'7yc [5, 4-b] 
t°y 5-*/V#>f-5 F 

[ft 1 9 ] 
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CI 



CH 3 

[0 0 7 4] ##^T'§«gLfcft£* (15.79g) ft 

zumtf-*--^ (25.5mL) <Dm&m% 

(1 4 OmL) 7k?frT, 7F7tFn77y 

(2 3 8mL) fcj;02 8%Mft7y ; e-'7A^ 



(9 5mL) (DWm 



STL, 3 0£IW8g#L-fc, 



3 (14.69g) £#fc„ 
0. 45 p pjJvVA 



j—)V= 1 



1H), 8.03 (bs, 
2.66 (s, 3H)„ 



1 



TLC : R f 
0:1); 

NMR (DMSO-d 6 ) : 6 8.54 (s, 
H), 7.79 (bs, 1H), 3. 99 (s, 3H), 
[0 0 7 5] ^ffijl 

1, 3 — ^ fyV- 4 - (3-^ F^f>'7is/l/7J 
/) [5, 4-b] h°'J 5-%/Vtf*y- 

5 K 

[ft2 0] 



XH 3 




V 

[0 0 7 6] ##«4^®^Lfcft|* (7 0 2mg) 
*3j;D«3-^ h^i/T^U > (1. 15g) GDv^^f-y 

(lOmL) ?S?SS:6NFMSipK«, «J±Hf»Lfc 0 
*Xfc3SaESrft^^/V (7 OmL) *5 ± h 7 k Kn 
77> (3 OmL) ©iS-g-^jKlclgs^L, **5.fct«6fa 

««Lfc 0 ffi«fS84fcS:i?^1f-^-eSiKfiL., TIB4W4 

ffiSrfrra^ffifb-a* (7 7 4mg) 

TLC : R f 0. 32 (ynn*;^ : *9J — ;V= 1 

0:1); 

NMR (DMSO-d 6 ) : 6 10.97 (s, 1H), 8.74 (s, 1 
H), 8.21 (bs, 1H), 7. 56 (bs, 1H), 7.26-7.17 (m, 1 
H), 6.75-6.60 (m, 3H), 3.89 (s, 3H), 3.71 (s, 3H), 
1.69 (s, 3H) 0 

[0077] mmm 1 ( 1 ) ~mmm 1 (69) 

[0 0 7 8] »f]l (1) 




CH, 



1, 3 -v^^/P-4- Y**/? x.~)VT 5. 

/) [5, 4-b] 

5 K 

[ft 2 1 ] 



O HN 



[00 7 9] TLC : Rf 0. 32 QW$P P : ^ ? 

/ —/V= 10: 1 ) ; 

NMR (DMSO-d 6 ) : 5 10.70 (s, 1H), 8.71 (s, 1 
H), 8.18 (bs, 1H), 7.49(bs, 1H), 7.16-7.08 (m, 2 
H), 6.95 (d, J = 7. 5 Hz, 1H), 6.88-6.79 (m, 1H), 
3.87 (s, 3H), 3.86 (s, 3H), 1.59 (s, 3H) 0 
[0 0 8 0] jjjfeffljl (2) 

1, 3-^f;v-4- (4-^ h^i/7x=;V7S 
/) [5, 4-b] t°p v?y- 5 

5 K 

[ft2 2] 



V CH, 



O HN' 



-of 

[0081] TLC: Rf O.QH)(^PP*M : ^ 
/ -,V= 10: 1 ) ; 

NMR (DMS0-d 6 ) : 6 11.11 (s, 1H), 8.71 (s, 1 
H), 8.16 (bs, 1H), 7.49(bs, 1H), 7.08 (d, J = 6. 9 
Hz, 2H), 6.92 (d, J= 6. 9 Hz, 2H), 3.85 (s, 3H), 3. 
75 (s, 3H), 1.54 (s, 3H) D 
[0 0 8 2] mMffll (3) 

1, 3-v > 7 t ^/V-4- (2, 4-'^h*i/7i=/V 
T5/) tfyVp [5, 4-b] t°U ^y- 5 
F 

[ft 2 3] 



H2nJ yVn 3 



[0083] TLC :Rf O.PJis P P : ^ ^ 

/— JV= 10: 1) ; 

NMR (DMS0-d 6 ) : 8 10.81 (s, 1H), 8.66 (s, 1 
H), 8.11 (bs, 1H), 7.42(bs, 1H), 6.92 (d, J = 8. 4 
Hz, 1H), 6.69 (d, J = 2. 7 Hz, 1H), 6.44 (dd, J = 8. 
4, 2. 7 Hz, 1H), 3.84 (s, 3H), 3.81 (s, 3H), 3.76 
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(s, 3H), 1.53 (s,3H) 0 

[0084] mmmi u) 



1, 3 — ^ fvv- 4 - (2, h*v'7i=A' 
757) f7/n [5, 4-b] fc° D v?>-- 5 -#/V# 

[ft2 4] 



H 3 C° 
O HN 




,CH 3 



[0085] TLC:Rf O.QHs n n : ^ * 

;v= 10:1); 
NMR (DMS0-d 6 ) : 6 11.03 (s, 1H), 8.75 (s, 1 
H), 8.29 (bs, 1H), 7.61(bs, 1H), 7.04 (d, J = 9. 0 
Hz, 1H), 6.72 (dd, J = 9. 0, 3.0 Hz, 1H), 6.59(4 J 

= 3.0 Hz, 1H), 3.91 (s, 3H), 3.78 (s, 3H), 3.59 
(s, 3H), 1.66 (s,3H) 0 

[0086] mmm 1 ( 5 ) 



1, 3-^^-4- (3, 4-i?t y3ri/7^=./V 
T%/) [5, 4-b] fcf'J S?^-5-*/V# 

[ft2 5] 



CH 3 
O 



O HN 




^CH 3 



CH, 



[0087] T L C : R f O.^k {9 n n : ^ ^ 

/ — /V= 10:1); 

NMR (DMS0-d 6 ) : 5 11.12 (s, 1H), 8.70 (s, 1 
H), 8.17 (bs, 1H), 7.49(bs, 1H), 6.88 (d, J = 8. 4 
Hz, 1H), 6.85 (d, J = 2.4 Hz, 1H), 6.61 (dd, J = 8. 
4, 2. 4 Hz, 1H), 3.86 (s, 3H), 3.73 (s, 3H), 3.69 
(s, 3H), 1.59 (s,3H) 0 

[0088] mmmi (6) 

1, 3-^f^-4- (3, ^'>7i=* 
7*$/) fr/P [5, 4-b] t°y 5 -TJ/U/tf 

K 

[ft2 6] 



O HN 




k N^N 

CH 3 

[0 089] TLC:Rf 0. 32 (^ P P : /- ^ 

/ — /U= 10: 1 ) ; 

NMR (DMS0-d 6 ) : 6 10.90 (s, 1H), 8.73 (s, 1 
H), 8.20 (bs, 1H), 7. 55 (bs, 1H), 6.26 (s, 1H), 6.2 
5 (s, 2H), 3.89 (s, 3H), 3.67 (s, 6H), 1.79 (s, 3 
H)„ 

[0090] mmmi m 

1, 3-v^fVt—4- (2, 3 -v^ b^cv^i^/V 
T$7) t7/c [5, 4-b] tfy v?y-5-*/V#' 

[ft 2 7] 



.CH 3 




[0 0 9 1 ] TLC : Rf 0.32(^GP tfvl/A : ^ ^ 
/ -,V= 10: 1 ) ; 

NMR (DMS0-d 6 ) : 6 11.17 (bs, 1H), 8.78 (s, 1 
H), 8.32 (bs, 1H), 7.65(bs, 1H), 6.96 (t, J = 8. 1 
Hz, 1H), 6.86 (dd, J = 8. 1, 1.5 Hz, 1H), 6.64 (dd, 

J = 8.1, 1.5 Hz, 1H), 3.92 (s, 3H), 3.84 (s, 3H), 

3.75 (s, 3H), 1.71 (s. 3H) 0 

[0092] mmmi (8) 

1- (2, 4, 6 - h y 9 xm7 zr.=-?v) -3-v-^n 
7°ntW-4- (3-^ h^>7i^757) ^7/ 
n [5, 4-b] try v?>--5-*/VJ}?drf-5 K 
lit 2 8 ] 



..CH, 
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[0 0 9 3] TLC : Rf 0.33 (ft^ai^/V 
>-=! : 1) ; 



[ft3 1] 



NMR (DMS0-d 6 ) 



10.94 (s, 1H), 8.67 (s, 1 



H), 8.25 (bs, 1H), 7. 97 (s, 2H), 7.65 (bs, 1H), 7.2 
5 (t, J = 7.8 Hz, 1H), 6.76-6.64 (m, 3H), 3.69 (s, 

3H), 1.35-1.20 (m, 1H), 0.72-0.63 (m, 2H), 0.52- 
0.43 (m, 2H)„ 

[0 0 9 4] MMfijl (9) 

l-^^-3-">^OT P titf/l'-4- (3-/h%-> 
7i=/l-r;/) ify-J'n [5, 4-b] t'!Ji5y-5 

[ft2 9] 



^CH 3 




[0095] TLC :Rf 0. 33 (B^^fvV) ; 
NMR (DMS0-d 6 ) : 6 11.00 (s, 1H), 8.74 (s, 1 
H), 8.22 (bs, 1H), 7. 57 (bs, 1H), 7.19 (t, J = 7. 8 
Hz, 1H), 6.69-6.60 (m, 3H), 3.87 (s, 3H), 3.68 (s, 

3H), 1.26-1.14 (m, 1H), 0.70-0.60 (m, 2H), 0.44- 
0.34 (m, 2H) 0 

[0096] mmm 1 do) 



i-yfvi^-3- -a- (3 

bdr->7i^/UT$ 7) f7'/n [5, 4-b] fc° 
[ft3 0] 



„CH 3 



[0 0 9 7] TLC 




NMR (DMS0-d 6 ) : 8 11.12 (1H), 8.84 (s, 1H), 
8.29 (bs, 1H), 7.66 (bs, 1H), 7.25 (dd, J = 5. 1, 
0.9 Hz, 1H), 6.92 (dd, J = 3. 6, 0.9 Hz, 1H), 6.81 
(t, J = 7. 5 Hz, 1H), 6.66 (dd, J = 5. 1, 3.6 Hz, 1 
H), 6.37-6.24 (m, 3H), 4.04 (s, 3H), 3.55 (s, 3 
H). 

[0098] mmm 1 (id 

1 - y ^VV- 3 - (4-^pb7i=/H -4- (3- 

^ F+->7i=/i-7?;) f7/p [5, 4-b] try 




H,N 



[ 0 0 9 9 ] T L C : R f 0. 35 (S^^/v) ; 
NMR (DMS0-d 6 ) : 6 11.22 (s, 1H), 8.85 (s, 1 
H), 8.30 (bs, 1H), 7.65(bs, 1H), 7.26 (d, J = 8. 4 
Hz, 2H), 7.10 (d, J = 8. 4 Hz, 2H), 6.80-6. 70 (m, 1 
H), 6.28-6.20 (m, 3H), 4.04 (s, 3H), 3.54 (s, 3 
H) 0 

[0100] mmmi a 2) 



5 f?/n [5, 4-b] if ]} W- 5 
[ft3 2] 




[0101] TLC:Rf 0. 43 (^ n n : ^ ^ 

/ -/V= 9:1); 

NMR (CDC1 3 ) : 8 10.56 (s, 1H), 8.60 (s, 1H), 
8.12-8.09 (m, 2H), 7.53-7.48 (m, 2H), 7.26-7.18 
(m, 2H), 6.78-6.69 (m, 3H), 5.90-5.70 (brs, 2H), 
3.77 (s, 3H), 1.77 (s, 3H) 0 

[0102] mmmi a 3) 

1 3 - t -zff-;v- 4 - (3-^R'>7x 

f^yp [5, 4-b] try ^1^-5-* 

[ft3 3] 



CH, 




H,N 



[0103] TLC:Rf 0. 30 (gj=g?:t^vV) ; 



-23- 



NMR (DMSO-d 6 ) : 8 8.62 (s, 1H), 8.14 (s, 1H), 
7.73 (bs, 1H), 7.39 (bs, 1H), 7.03 (t, J = 8. 4 H 
z, 1H), 6.43-6.35 (m, 1H), 6.27-6.20 (m, 2H),3.99 
(s, 3H), 3.64 (s, 3H), 1.33 (s, 9H)„ 

[0104] mmm 1 (14) 

l-7^=/V-3-v-^n^ntVV-4- 
i/7=.=^/VT$/) [5, 4-b] fUv'V- 

5 K 
[ft34] 



[ft 3 6 ] 



H,N 




[0105] TLC:Rf 0. 44 o o : p< * 

/ — /V=9 : 1) ; 

NMR (CDC1 3 ) : 6 10.50 (s, 1H), 8.61 (s, 1H), 
8. 12 (t, J = 7. 5 Hz, 2H), 7.49 (t, J = 8. 1 Hz, 2 
H), 7.31-7.17 (m, 2H), 6.78-6.62 (m, 3H), 6.00-5.6 
0 (brs, 2H), 1.37- 1.25 (m, 1H), 0.90-0.81 (m, 2 
H), 0.53-0.48 (m, 2H) 0 

[0106] mmmi a 5) 

1 -^^-3-731=^-4- (3-y b^-yy^- 

;v7$y) [5, 4-b] \£3'yy-5-io?v 

[ft3 5] 




H,N 



[0107] TLC:Rf 0. 46 n n : ^ ^ 

;-^=9 : 1) ; 

NMR (CDClg) : 8 10.47 (s, 1H), 8.64 (s, 1H), 
7.35-7.31 (m, 2H), 7.11-7.06 (m, 3H), 6.75 (t, J = 

8.1Hz, 1H), 6.37- 6.32 (m, 1H), 6. 26-6. 19 (m, 2 
H), 5.90-5.75 (brs, 2H), 4.14 (s, 3H), 3.59 (s, 3 
H). 

[0108] mmwi i(i6) 

1, 3-^f/l/-4- (3-F9 7Dtc^F*v'7 

i=/v7?;) b°5y~p [5, 4-b] 




CH 3 

[0109] TLC:Rf 0. 30 (S^^/v) ; 
NMR (DMS0-d 6 ) : 6 10.97 (s, 1H), 8.78 (s, 1 
H), 8.26 (bs, 1H), 7.62(bs, 1H), 7.48-7.37 (m, 1 
H), 7.16-7.05 (m, 3H), 3.92 (s, 3H), 1.71 (s, 3 
H) B 

[oiio] mmmi a d 

1, 3-^f/V-4- (3-H)7Dtn^f;Vft 
7is;VT?/) f?/n [5, 4-b] 

Ut3 7] 




CH, 



N' 

[0111] TLC:Rf 0. 30 (gj^m^V) ; 
NMR (DMS0-d 6 ) : 5 11.04 (s, 1H), 8.79 (s, 1 
H), 8.29 (bs, 1H), 7.63(bs, 1H), 7.54-7.32 (m, 4 
H), 3.92 (s, 3H), 1.66 (s, 3H) D 

[0 112] HflfeFJ 1 (18) 

1, 3-v ! ^f;V-4- (3-xFJrV7is/V7 5 
/) t"7/D [5, 4-b] t°y v=V- 5 -*/V^>f- 
$ K 

[ft3 8] 



CH, 




CH 3 



R f 0.36 (?pb*M : ^ ^ 



[0 113] TLC 

/— /V=9 : 1) ; 

NMR (CDC1 3 ) : 6 10.58 (s, 1H), 8.52 (s, 1H), 
7.21-7.15 (m, 1H), 6.72-6.65 (m, 3H), 5.85-5.60 (b 



-24- 



rs, 2H), 3.99 (s, 3H), 3.97 (q, J = 6. 9 Hz,2H), 1. 
77 (s, 3H), 1.37 (t, J = 6.9 Hz, 3H)„ 

[oi 14] mmm 1 (19) 

1, 3— (3--f y^nlf/Vt^v/7i 
=/V7?;) f7'/n [5, 4-b] 

[ft3 9] 



CH 3 



O HN 




CH 3 

[0115] TLC:Rf 0. 41 o o *;VA : / 9 
/— /V=9 : 1) ; 

NMR (CDC1 3 ) : 6 10.58 (s, 1H), 8.52 (s, 1H), 
7.20-7.13 (m, 1H), 6.72-6.65 (m, 3H), 5.85-5.60 (b 
rs, 2H), 4.48 (sept, J = 6. 0 Hz, 1H), 3.99 (s, 3 
H), 1.77 (s, 3H), 1.29 (d, J = 6. 0 Hz, 6H) 0 
[0 1 16] %W8\ 1 (20) 
1, 3 -v^fvi^-4 - (3-7x^7i=;V7 5 
/) \?y9v [5, 4-b] t°V W-S-jDViS^ 
% K 

Ift4 0] 




O HN' 

CH, 

[0117] TLC:Rf 0. 32 on : ^ # 

/— /V=9 : 1) ; 

NMR (DMS0-d 6 ) : 8 11.10 (s, 1H), 8.75 (s, 1 
H), 8.30-8.10 (brs, 1H), 7. 60-7. 57 (m, 3H) , 7.45-7. 
34 (m, 6H), 7.13-7.04 (m, 1H), 3.88 (s, 3H),1. 66 

(s, 3H) 0 

[01 is] mmm 1 (21) 

1, 3 -vM5vV-4- (3-'?y^i-^i/7i-/l' 
T5 7) f^/p [5, 4-b] b° JJ S?^- 5 -jbfrtf 
K 

[ft4 1] 



oc 




O HN CH 
CH 3 

[0119] TLC:Rf 0. 28 (^ P P : ? ^ 

/— /U=9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.94 (s, 1H), 8.72 (s, 1 
H), 8.23-8.10 (brs, 1H), 7. 60-7. 50 (brs, 1H), 7.40- 
7.29 (m, 5H), 7.19 (t, J = 8. 7 Hz, 1H), 6.78-6.75 
(m, 2H), 6.64 (d, J = 8. 7 Hz, 1H), 5.06 (s, 2H), 
3.87 (s, 3H), 1. 64 (s, 3H) 0 
[0 12 0] jj jfeffl 1 (22) 

1, 3-v?^f-/V-4- (3-= Fp7i=/V757) 
¥?Vu [5, 4-b] fJJ i?>-5 K 
[ft4 2] 



NO, 



O HN 





H 3 
N 



[0121] TLC:Rf 0. 28 P^sp P tfvl/A : ^ ^ 
J—>V= 9:1); 

NMR (DMS0-d 6 ) : 5 10.81 (s, 1H), 8.77 (s, 1 
H), 8.24 (brs, 1H), 7.90-7.84 (m, 2H), 7.62 (brs, 
1H), 7.58-7.46 (in, 2H), 3.93 (s, 3H), 1.80 (s, 3 
H)„ 

[0122] mmmi (2 3) 

1, 3-v^^/v-4- (3-71rf;V7x=;V7 5 
/) h°y:/n [5, 4-b] v?y-5-*;V*>f 
5 K 

Ut4 3] 



O HN 




CH, 



[0123] TLC:Rf 0.30 



; 



NMR (DMS0-d 6 ) : 8 11.00 (s, 1H), 8.77 (s, 1 
H), 8.24 (bs, 1H), 7. 70 (d, J = 7. 5 Hz, 1H), 7.63 
(s, 1H), 7.59 (bs, 1H), 7.46 (t, J = 7. 5 Hz, 1H), 
7.35 (d, J = 7. 5 Hz, 1H), 3.91 (s, 3H), 2.54 (s, 3 



-25- 



H), 1.65 (s, 3H)„ 

[0124] mmmi 

3 



(2 4) 



1, 3— ^fvv- 
/) \fy-/u [5, 
5 K 

[ft4 4] 



b] t'D-^-S-^W 




[0 12 5] TLC 

NMR (DMSO- 



CH 3 

R f 0. 30 (g^n^u) ; 
6 10.94 (s, 1H), 8.75 (s, 1 
H), 8.22 (bs, 1H), 7.70-7.62 (m, 3H), 7.59 (bs, 1 
H), 7.54-7.40 (m, 5H), 7.36-7.31 (m, 1H), 3.93(s, 
3H), 1.76 (s, 3H)„ 
[0 12 6] MMM 1 (25) 

1, 3 -vM^-4- (3-^f;Vft7i^;l/7; 
/) f7^P [5, 4-b] t°y v^V- 5 
5 K 

[ft4 6] 

^CH 3 



O HN 



j6 

CH, 




N 



H,N 

N 

CH 3 

[0127]TLC:Rf 0. 30 ffi&^/v) ; 
NMR (DMS0-d 6 ) : 5 10.98 (s, 1H), 8.74 (s, 1 
H), 8.22 (bs, 1H), 7. 56 (bs, 1H), 7.23 (t, J = 8. 1 
Hz, 1H), 7.01 (s, 1H), 7.00 (d, J = 8. 1 Hz, 1H), 
6.84 (d, J = 8. 1 Hz, 1H), 3.89 (s, 3H), 2.42 (s, 3 
H), 1.69 (s, 3H) 0 

[0 12 8] mi&M 1 (26) 

1, 3-^f^-4- (3-xf^;k7ii;l/75: 

j) fr/p [5, 4-b] 

[ft4 6] 



O HN' 




CH 



CH, 



[0129] TLC:Rf 0. 22 (^ n P : /• ^ 

/ -7V= 9:1); 

NMR (DMS0-d 6 ) : 3 10.91 (s, 1H), 8. 75 (s, 1H), 
8.25(s, 1H), 7. 60(brs, 1H), 7. 10-7. 35 (m, 4H), 4.17 
(s, 1H), 3. 89 (s, 3H), 1. 67 (s, 3H) 0 
[0 13 0] %m\\ (2 7) 

1, 3-i/^f;v-4- (3-t Kn^rv-^f^x^ 
/VT%J) \fy-/n [5, 4-b] fc° V 5 

[ft4 7] 




CH 3 

[0131] TLC:Rf 0.65(^dd : /. ? 

J —>V= 9:1); 

NMR (DMS0-d 6 ) : 8 11.05 (s, 1H), 8.73 (s, 1 
H), 8.20 (br, 1H), 7.54(br, 1H), 7.26 (dd, J = 8. 
0, 8.0 Hz, 1H), 7. 08-7. 03 (m, 2H), 6.96 (d, J= 8. 0 
Hz, 1H), 5.16 (t, J = 6. 2 Hz, 1H), 4.42 (d, J = 
6.2 Hz, 2H), 3. 87 (s, 3H), 1.61 (s, 3H) 0 

[0132] mmn (2 8) 

T57) \fv-/n [5, 4-b] f V Vs- 5 
[ft4 8] 



O HN 




CH 3 

[0133] TLC: Rf 0.20(^gp : /• ^ 

7 — /I/= 9:1); 

NMR (DMS0-d 6 ) : 6 10.99 (s, 1H), 9.88 (s, 1 
H), 8.73 (s, 1H), 8.22 (brs, 1H), 7.57 (brs, 1H), 
7.35-7.32 (m, 2H), 7.22 (t, J = 8. 1 Hz, 1H), 6.78 
(d, J = 8.1 Hz, 1H), 3.87 (s, 3H), 1.97 (s, 3H), 
1.66 (s, 3H)„ 

[0134] mmm 1 (29) 

1, 3-v>yfvv-4- (s-^f/vx/vyr^y/v? 

x=;V7 5 7) f5yp [5, 4-b] fc° U v?V- 5 - 



-26- 



[ft4 9] 




hjnA tMn 



CH 3 

[0135] TLC:Rf 0.25(^no *;VA : / $ 
/— /U=9 : 1) ; 

NMR (DMS0-d 6 ) : 8 11.14 (s, 1H), 8.80 (s, 1 
H), 8.35 (brs, 1H), 7.67(brs, 1H), 7.57 (brs, 1H), 

7.60-7.37 (m, 4H), 3.91 (s, 3H), 2.63 (q, J= 7. 2 
Hz, 2H), 1.65 (s, 3H), 1.35-1.15 (m, 4H), 0.78 (t, 

J = 7.2 Hz, 3H) 0 

[0 13 6] mifcm 1 (30) 

1, 3->^fvV-4- (3-^pfr>7x^7? 
/) \£y^/u [5, 4-b] b°U 5 

5 K 

[ftBO] 



O HN 




H!N 'Yxf 

[0137] TLC : R f C b1*36 (Sfxf;V) ; 
NMR (DMS0-d 6 ) : 5 10.96 (s, 1H), 8.74 (s, 1 
H), 8.20 (bs, 1H), 7. 55 (bs, 1H), 7.19 (t, J = 8. 4 
Hz, 1H), 6.74-6.68 (m, 1H), 6.67 (s, 1H), 6.63 (d, 

J = 8.4 Hz, 1H), 3.89 (s, 3H), 3.87 (t, J = 6. 9 H 
z, 2H), 1.69 (s, 3H), 1.68 (sext, J= 6. 9 Hz, 2H), 

0. 94 (t, J = 6. 9 Hz, 3H)„ 
[0 13 8] MMM 1 (31) 

1, 3 — ^VV— 4 - (,3-i/?visO<?-/V$-3ci/7 

x=/i/r5/) t-yy'n [5, 4-b] f 

[ft5 1J 



O HN 



H,N 




[0 13 9] TLC 



N 

R f 



CH 3 



NMR (DMS0-d 6 ) : 8 10.98 (s, 1H), 



; 

8.74 (s, 1 



H), 8.21 (bs, 1H), 7. 56 (bs, 1H), 7.19 (t, J = 8.4 
Hz, 1H), 6.70-6.60 (m, 3H), 4.80-4.72 (m, 1H), 3.8 



9 (s, 3H), 1.90-1.46 (m, 8H), 1.68 (s, 3H) 0 
[0 14 0] mMWi 1 (32) 

1, 3-v^fvv-4- {^--y^u^^riz/Vir^r-yy 

x^/vr^;) t°7)/u [5, 4-b] fc° - 

[ft 5 2] 



O HN 



H,N 




JOjO 

CH 3 U 



[0141] TLC 

NMR (DMS0-d 6 ) : 
H), 8.23 (br, 1H), 
1, 8. 1 Hz, 1H), 6. 
H), 3.88 (s, 3H), 
1H), 1.66 (s, 3H) 
(m, 6H)„ 

[0 14 2] jjjfegl] 
1, 

/) fyj/ta [5, 
5 K 

[ft5 3] 



N' N 

: r f (Pfe mm^^) ; 

5 11.05 (br, 1H), 8.74 (s, 1 
7. 58 (br, 1H), 7. 18 (dd, J = 8. 
73-6.61 (m, 3H), 4. 32-4. 23 (m, 1 
1.90-1.81 (m, 2H), 1.72-1.59 (m, 
, 1.54-1.43 (m, 1H), 1.43-1.13 

1 (3 3) 



4- (3- (2H-3, 4, 5, 6 

4-b] try v 5 5 -#/v^>f- 



O HN 



H,N 




CH 3 



N 



N 



[0143] TLC : Rf O^*) (a=g?:t^/V) ; 
NMR (DMS0-d 6 ) : 8 11.11 (br, 1H), 8.75 (s, 1 
H), 8.25 (br, 1H), 7.60(br, 1H), 7.23-7.17 (m, 1 
H), 6.78-6.75 (m, 2H), 6.66 (d, J = 7. 8 Hz, 1H), 
4.58-4.48 (id, 1H), 3.89 (s, 3H), 3.84-3.76 (m, 2 
H) , 3.47-3.38 (m, 2H), 1 .95-1.85 (m, 2H), 1.65 
(s, 3H), 1.58-1.45 (m, 2H) 0 

[0144] mmmi (34) 

1, 3-S^fvu- 4- (3- 

;V) $-%-i/73L~/UT$.s>) fc°7"/P [5, 4-b] t° 

y i?y- 5 K 

[ft 5 4] 



O HN 




CH 3 

"N 



[0145] TLC : Rf 0?fe (gj=g?:t^vV) ; 



-27- 



NMR (CDClg) : 8 10.59 (s, 1H), 8.53 (s, 1H), 
7.23-7.15 (m, 1H), 6.77-6.71 (m, 1H), 6.67-6.61 
(m, 2H), 5.83 (bs, 2H), 4.90-4.82 (m, 1H), 3.99 
(s, 3H), 3.98-3.83 (m, 4H), 2.23-2.04 (m, 2H), 1.7 
7 (s, 3H)„ 
[0 14 6] mm 1 (35) 

1, 4- (3- (ff-/V7s/Vfc~/VT X 

7) 7i=;V7 5/ ) M°y-/u [5, 4-b] tfys?^ 
-5-*/UJj?^5: K 
[ft5 5] 



O HN 




V 

N' V CH 3 



1 JL / 3H 

R f (T& (ifcft^H' : 7^ 



[0 14 7] TLC 

/— /V= 10:1); 

NMR (DMS0-d 6 ) : 8 10.96 (s, 1H), 9.72 (s, 1 
H), 8.75 (s, 1H), 8.23 (bs, 1H), 7.59 (bs, 1H), 7. 
27 (t, J = 8. 1 Hz, 1H), 7.00-6.92 (m, 2H) , 6.87-6. 
81 (m, 1H), 3.89 (s, 3H), 2.94 (s, 3H), 1.70 (s, 3 
H) 0 

[0148] mmm 1 (3_gj 

1 -^^-/U- 3 - (3-7 Y^yy il~>V 
TXS) MyVv [5, 4-b] ¥}}*yy-5-#/i'tf 
K 

[ft 5 6] 



^CH 3 




CH 3 

: R f 0. 59 (gjiggji^/V) ; 
6 10.87 (s, 1H), 8.74 (s, 



1H), 7. 17 (t, J = 
6.58 (m, 1H),3.90 
J = 7. 2 Hz, 2H), 



[0 14 9] TLC 

NMR (DMS0-d 6 ) : 
H), 8.21 (br. s, 1H), 7.56 (br. s, 

8. 1 Hz, 1H), 6. 70-6. 60 (m, 2H), 

(s, 3H), 3.68 (s, 3H), 1.98 (q, 

0. 93 (t, J = 7. 2Hz, 3H)„ 

[0150] mmm 1 (37) 

1, 3 -vM?VV-4- (3-i/^OT'f/^->7a 
=/V7?y) \?y-/v [5, 4-b] b°y 5 

[ft 5 7] 



O HN' 



[0151] TLC:Rf O.^b" 3 ( r/V^>" : BWt^ 
A>= 1:20); 

NMR (DMS0-d 6 ) : 8 11.08 (br, 1H), 8.74 (s, 1 
H), 8.25 (br, 1H), 7.60(br, 1H), 7.19 (dd, J = 8. 

0, 8.0 Hz, 1H), 6.68-6.56 (m, 3H), 4.61 (quintet, 
J = 7. 1 Hz, 1H), 3.88 (s, 3H), 2.35-2.23 (m, 2H), 
2.03-1.85 (m, 2H), 1 .79-1.64 (m, 1H), 1.89 (s, 3 
H), 1.64-1.49 (m, 1H)„ 

[0152] mmm 1 ( 3 8 ) 

1, 3-^^-4- (3- ( (3 S) -1-pt b^r 

$7) t'7/o [5, 4-b] v?V-5-#/V#> 
t?K 
[ft5 8] 

V-o 

N 



O HN 




CH 3 

[0153] TLC:Rf 0. 55 (B^^/V : 7 9 7 
-;V= 10:1); 

NMR (DMS0-d 6 ) : 8 10.93 (br, 1H), 8.73 (s, 1 
H), 8.19 (br, 1H), 7.55(br, 1H), 7.20 (dd, J = 8. 
4, 8.4 Hz, 1H), 6.72-6.63 (m, 3H), 4.99 (m, 1H), 
3.87 (s, 3H), 3.57 &; 3.56 (s, 3H), 3.53-3.27 (m, 4 
H), 2.18-1.95 (m, 2H) , 1.68 (s, 3H)„ 
[0154] HJfeM 1 (39) 



1, 3-i^^f;v-4- (3-t Fn^77i^75 
7) [5, 4-b] try v^-5-TJ/W^f- 

5 K 

[ft 5 9] 



O HN 




[0155] TLC : Rf 0. 27 P *;VA : 7 # 

7 —JV= 10: 1 ) ; 

NMR (DMS0-d 6 ) : 8 10.91 (s, 1H), 9.43 (s, 1 



-28- 



H), 8.72 (s, 1H), 8.20 (br. s, 1H), 7.54 (br. s, 1 

H), 7.09 (t, J = 7.8 Hz, 1H), 6.55-6.45 (m, 3H),3. 
87 (s, 3H), 1.70 (s, 3H)„ 
[0 15 6] MMWi 1 (40) 

1- (4 -3-7<fvW-4- (3- 
^ h^v-7^=;VT? /) [5, 4-b] fU 

[ftBO] 




O HN ^ H 




[0157] TLC:Rf 0. 60 o o : pt ^ 

/ — /V=9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.91 (s, 1H), 8.79 (s, 1 
H), 8.26 (brs, 1H), 8. 03 (d, J = 8. 1 Hz, 2H), 7.66 
(brs, 1H), 7.31 (d, J = 8. 1 Hz, 2H), 7.21 (t,J = 
8.4 Hz, 1H), 6.75-6.67 (m, 3H), 3.71 (s, 3H), 2.35 

(s, 3H), 1.79 (s, 3H) 0 

[0 15 8] m%m 1 (41) 

l-,*fvl^-4- (3-^ Y^yy^/VTS./) h°7 
)/x2 [5, 4-b] WJy-S-X/Vrfir-f-*}! 

me i] 



cr 



O HN 




H.N J Y t r\ 



CH 3 



[0159] TLC:Rf 0.31 {WB.^M ; 
NMR (DMS0-d 6 ) : 8 11.49 (s, 1H), 8.72 (s, 1 
H), 8.14 (br.s, 1H), 7.46 (br. s, 1H), 7.38 (t, J = 

7. 5 Hz, 1H), 7.00-6.85 (m, 3H), 6.67 (s, 1H),3.89 

(s, 3H), 3.75 (s, 3H)„ 

[0160] mmm 1 (42) 

1- (3 — * FJr->7i= )V) A- (3 

-^h^->7i^k7^/) b°5y*o [5, 4-b] fcf 

[ft 6 2] 



^CH 3 



O HN 




k N^N' 




,CH 3 



[0161] TLC:Rf 0.36 (^PD : 9 

/— /U=9 : 1) ; 

NMR (DMS0-d6) : 5 10.92 (s, 1H), 8.82 (s, 1 
H), 8.35-8.20 (brs, 1H) , 7. 82-7. 79 (m, 2H), 7.73-7. 
60 (brs, 1H), 7.42 (t, J = 8. 1 Hz, 1H), 7. 22 (t, J 
= 8.1 Hz, 1H), 6.89- 6.85 (m, 1H), 6.75-6.68 (m, 3 
H), 3.82 (s, 3H), 3.71 (s, 3H), 1.80 (s, 3H) 0 
[0 16 2] mmmi (4 3) 

1- (4-A^7i=/P) -3-7<fvV-4- (3 
F^>7x^/V7^;) f7'/P [5, 4-b] fc° 
y v=>—5-7?/V*>f-5 K 
[ft 6 3] 

_.CH, 



O HN 





>-CH 3 

[0163] TLC : Rf 0. 46 (^ n n : ^ 9 

/ -/V= 9:1); 

NMR (DMS0-d 6 ) : 6 10.93 (s, 1H), 8.78 (s, 1 
H) , 8. 30-8. 20 (brs, 1H) , 8. 00 (d, J = 9. 0 Hz, 2H) , 
7.67-7.58 (brs, 1H), 7.22 (t, J = 8. 1 Hz, 1H), 7.0 
8 (d, J = 9. 0 Hz, 2H), 6.75-6.67 (m, 3H), 3.80 (s, 

3H), 3.71 (s, 3H), 1.79 (s, 3H) 0 

[0 16 4] ItMl (4 4) 

1- O-^f^iS/I') -3-7*f7P-4- (3- 

*y**s7^~frT%/) f7^p [5, 4-b] try 

[ft 6 4 ] 



-29- 




[0 165] TLC : Rf 0. 45(^ n n *;VA : ^ $ 
J—;V= 9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.92 (s, 1H), 8.81 (s, 1 
H), 8.26 (brs, 1H), 8. 00-7. 95 (m, 2H), 7.67 (brs, 1 
H), 7.40 (t, J =7. 8 Hz, 1H), 7.21 (t, J=7. 8 Hz, 1 
H), 7.12 (d, J=7.8Hz, 1H), 6.80-6.65 (m, 3H), 3.71 
(s, 3H), 2.39 (s, 3H), 1.80 (s, 3H)„ 
[0 16 6] mifcm 1 (45) 
l-^f-/V-3-->^n^<yf-yV-4- 
7*.=.jl>Ti;) f5'/D [5, 4-b] b°!Ji>y-5 

lite 5] 




on 3 

[0167] TLC:Rf 0.50 (^nn*^:^^ 
/V= 10:1); 
NMR (DMS0-d 6 ) : 5 10.82 (s, 1H), 8.74 (s, 1 
H), 8.21 (bs, 1H), 7. 56(bs, 1H), 7.17 (d, J = 8. 1 
Hz, 1H), 6.70-6.61 (m, 2H), 6.56 (d, J = 8. 1Hz, 1 
H), 3.91 (s, 3H), 3.69 (s, 3H), 2.25-2.10 (m, 1H), 

1.65-1.43 (m, 6H), 1.35-1.15 (m, 2H) 0 

[0168] mmmi (4 6) 

1- (2-^nn7i=;l') - 3 - ^ f-;V- 4 - (3- 

* v**s7*~frT% ;) f7^c [5, 4-b] try 

[ft6 6] 




[0169] TLC: Rf 0. 48 (— ^tf- V : Bt^^ 
;V= 1 : 3) ; 

NMR (DMS0-d 6 ) : 5 10.93 (br, 1H), 8.67 (s, 1 
H), 8.23 (br, 1H), 7. 70 (dd, J = 7. 7, 1. 8 Hz, 1H), 
7.66-7.49 (m, 4H), 7.25 (dd, J = 7. 7, 7. 7 Hz, 1H), 

6.78-6.67 (m, 3H), 3.72 (s, 3H), 1.78 (s, 3H) C 

[0 17 0] jjjfeM 1 (47) 

1- (3-^pp7i^) -3-7<f-/V-4- (3- 
h^i/7is;vr5 /) f^^B [5, 4-b] fc°D 
v?>--5-*/V^^f-5 K 
[ft 6 7] 




[0171] TLC : Rf 0. 50 (— : SS?^ 
/W= 1 : 1 ) ; 

NMR (DMS0-d 6 ) : 5 10.95 (br, 1H), 8.84 (s, 1 
H), 8.39 (dd, J = 2.0,2.0 Hz, 1H), 8.28 (br, 1H), 
8.22-8.18 (m, 1H), 7.70 (br, 1H), 7.55 (dd, J = 8. 
1, 8.1Hz, 1H), 7.38-7.33 (m, 1H), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H),6. 79-6.68 (m, 3H), 3.72 (s, 3H), 
1.79 (s, 3H) 0 

[0 17 2] ItMl (4 8) 

1- (4-^PP7i=/l') -3—^^71'— 4- (3- 

^ hJfi/7i=;>75y) f7y'p [5, 4-b] try 

[ft 6 8] 



-30- 




[0173] TLC:Rf 0.38 (^=5f"!f> : ffi-Wk^ 
/V=l : 1 ) ; 

NMR (DMS0-d 6 ) : 8 10.94 (br, 1H), 8.81 (s, 1 
H), 8.29 (br, 1H), 8. 26 (d, J = 9. 0 Hz, 2H), 7.69 
(br, 1H) , 7. 58 (d, J = 9. 0 Hz, 2H) , 7. 22 (dd, J = 
8.1, 8.1Hz, 1H), 6.77-6.67 (m, 3H), 3.71 (s, 3H), 
1.79 (s, 3H)„ 

[oi 74] mmm 1 (49) 

1 -SLf-tV- 3 -^fvV-4 - (3-^b*-/'7i=A' 
7*5/) tTv^ta [5, 4-b] t°y i/V- 5 

[ft6 9] 




[0175] TLC:Rf 0.51 (^nn : /- 9 

;—/v=$ : 1) ; 

NMR (DMS0-d 6 ) : 5 10.93 (s, 1H), 8.71 (s, 1 
H), 8.22-8.15 (brs, 1H), 7. 60-7. 50 (brs, 1H), 7.20 
(dd, J = 8. 7, 7. 8 Hz, 1H), 6.70-6.67 (m, 2H),6.63 
(d, J = 8. 7 Hz, 1H), 4.31 (q, J = 7. 2 Hz, 2H), 3.7 
0 (s, 3H), 1.69(s, 3H), 1.35 (t, J = 7. 2 Hz, 1H) 0 

[0176] mmm 1 (50) 

1- (2-*f/l'7x~/l>) -3-7 i f-^-4- (3- 

? b^->y^^/^75. ;) f7^p [5, 4-b] try 

[ft7 0] 




[0177] TLC:Rf 0. 45 (/ P P : * ^ 

/— /U=9 : 1) ; 

NMR (DMS0-d 6 ) : 5 10.95 (s, 1H), 8.67 (s, 1 
H), 8.21 (brs, 1H), 7. 59 (brs, 1H), 7. 45-7. 30 (m, 4 
H), 7.24 (t, J=8. 1 Hz, 1H), 6.80-6.60 (m, 3H),3. 72 
(s, 3H), 2.05 (s, 3H), 1.78 (s, 3H) 0 
[0 17 8] jjjfeM 1 (51) 
1-^0^/1-3-^^-4- 
7is;VT?/) f?/n [5, 4-b] 

[ft: 7 l] 




[0179] TLC:Rf 0. 35 P P : /- 9 
/ —>V= 10: 1 ) ; 

NMR (DMS0-d 6 ) : 8 10.91 (s, 1H), 8.70 (s, 1 

H), 8.18 (br. s, 1H), 7.54 (br. s, 1H), 7.19 (t, J = 

8.4 Hz, 1H), 6.75-6.60 (m, 3H), 5.23 (quintet, J 

= 7. 4 Hz, 1H), 3.70 (s, 3H), 2.10-1.75 (m, 6H), 1. 
70 (s, 3H), 1.75-1.60 (m, 2H) 0 

[0180] mmmi (5 2) 

1 -y^/W- 3-^^-4- (3-^ F*v'7x=;k 
7*5/) tfyy'p [5, 4-b] t°y i?l/-5-ZUVtf 

[<t7 2] 



-31- 




[0181] TLC:Rf 0. 40(? n n *;VA : * # 
S—/U=9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.94 (s, 1H), 8.71 (s, 1 
H), 8.19 (brs, 1H), 7. 55(brs, 1H), 7.23-7.17 (m, 1 
H), 6.73-6.60 (m, 3H), 4.28 (t, J = 7. 0 Hz, 2H), 
3.69 (s, 3H), 1.77 (quint. , J = 7. 0Hz, 2H), 1.68 
(s, 3H), 1.20 (tq, J= 7.0, 7.5 Hz, 2H), 0. 8 7 (t, 
J = 7. 5 Hz, 3H)„ 
[0 18 2] mifcm 1 (53) 

l-7°dtVv-3-7 ! f-^-4- (3-^hdr'>7i = 
/V7?y) \f?v'u [5, 4-b] h° ]) *yy- 5 - */V 

[ft7 3] 




CH 3 

[0183] TLC:Rf 0. 40(^ n a : ^ ft 

;—/v=$ : 1) ; 

NMR (DMSO-d 6 ) : 5 10.94 (s, 1H), 8.71 (s, 1 
H), 8.18 (brs, 1H), 7. 55 (brs, 1H), 7.23-7.17 (m, 1 
H), 6.71-6.62 (m, 3H), 4.23 (tq, J = 6. 6 Hz,2H), 
3.69 (s, 3H), 1.80 (t, J = 6. 6, 7.2 Hz, 2H), 1.69 
(a, 3H), 0.81 (t, J =7.2 Hz, 3H) 0 

[0184] mmmi (54) 

1 -^fvt— 3 - (3- h^ri/*;i'# 

7ii/PT5y) [5, 4-b] 

[ft7 4] 




[0185] T L C : R f C ti! 3 41 {$ a n */VA : * 



/ — /U= 10: 1 ) ; 

NMR (DMSO-d 6 ) : 6 10.99 (s, 1H), 9.62 (s, 1 
H), 8.73 (s, 1H), 8.21 (br, 1H), 7.56 (br, 1H), 7. 
23-7.19 (m, 3H), 6.75-6.71 (m, 1H), 3.87 (s, 3H), 
3.61 (s, 3H), 1.67 (s, 3H) 0 
[0 18 6] %m\\ (5 5) 

1 -v^n-^vvV- 3-^^-4- (3-^h^v- 
7i=;vr?y) tfyy'n [5, 4-b] t'UvV-s 

[ft 7 6] 




[0187] TLC:Rf 0. 50 (^ P P : p« # 

/ — /V= 9:1); 

NMR (CDCI3) : 6 10.54 (s, 1H), 8.51 (s, 1H), 
7.22-7.15 (m, 1H), 6.73-6.66 (m, 3H), 5.90-5.70 (b 
rs, 2H), 4.78-4.68 (m, 1H), 3.76 (s, 3H), 2.05-1.8 
5 (m, 6H), 1.80 (s, 3H), 1.75-1.20 (m, 4H) 0 
[0 18 8] mmi (5 6) 

1- (2-^ Y**yyx.~>v) -3-^^-4- (3 
-7ih^">7i-*7^) fr/o [5, 4-b] b° 

[ft 7 6] 




[0189] TLC:Rf 0.52(^pp : / 9 

J—/U=9 : 1) ; 

NMR (DMS0-d 6 ) : S 10.87 (s, 1H), 8.63 (s, 1 
H), 8.25-8.15 (brs, 1H) , 7. 62-7. 53 (brs, 1H), 7.52- 
7.46 (m, 1H), 7.38-7.34 (m, 1H), 7.27-7.21 (m, 2 
H), 7.10-7.05 (m, 1H), 6.74-6.66 (m, 3H), 3.73 (s, 

3H), 3.70 (s, 3H), 1.77 (s, 3H)„ 

[0 19 0] mffiM 1 (57) 

1, 3-v^fvV-4- (3-*/W^4";V7xr:;V7 



-32- 



5/) (f7-/P [5, 4-b] fc°U 
Ift7 7] 



5 -#^jff3r 



O HN 




h ' nJ yVn 



CH 3 

[0191] TLC:Rf 0.34(^oo jJVVA : ^ 

;v= 10:1); 
NMR (DMS0-d 6 ) : 8 11.07 (s, 1H), 8.76 (s, 1 
H), 8.23 (br, 1H), 7. 94 (s, 1H), 7.63-7.56 (m, 3H), 

7.39 (dd, J = 7. 8, 7.8 Hz, 1H), 7.35 (s, 1H), 7.2 
7-7.23 (m, 1H), 3.88 (s, 3H), 1.59 (s, 3H) 0 

[0 19 2] mifcm 1 (58) 

1, 3-^f;l/-4- (3- (T^A/V/^-f/V) 
7a:-/VT§7) f5'/D [5, 4-b] t°Uv?>--5 

[ft7 8] 



"NH, 



O HN 




CH 3 

[0193] TLC:Rf 0.67(^nn : J f> 

;—/V=5 : 1) ; 

NMR (DMS0-d 6 ) : 5 11.05 (s, 1H), 9.73 (s, 1 
H), 8.76 (s, 1H), 8.23 (br, 1H), 7.58-7.51 (m, 3 
H), 7.39 (dd, J = 7.8, 7.8 Hz, 1H), 7.27-7.23 (m, 
1H), 4.75-4.35 (m, 2H), 3.88 (s, 3H), 1.58 (s, 3 
H) 0 

[0194] mmm 1 (59) 

1, 3-^f^-4- (3- b^-v-y h^rv-) 7 
t°7-/p [5, 4-b] t°Vi>>-5- 

U£7 9] 



O HN 



-CH, 



[0195] T L C : R f C (j! 3 50 (f^^/V) ; 



NMR (DMS0-d 6 ) : 5 10.97 (s, 1H), 8.73 (s, 1 
H), 8.20 (brs, 1H), 7. 55(brs, 1H), 7.24-7.18 (m, 1 
H), 6.80-6.68 (m, 3H), 5.12 (s, 2H), 3.88 (s, 3H), 
3.31 (s, 3H), 1.69 (s, 3H)» 
[0196] jgjjEM 1 (60) 

1, 3 -V s ;* ^-4- (3- ( (tKn^fW?/) 
y^/V) 7i=;vr?/) fyy'n [5, 4-b] fcfy 

[ft8 0] 



O HN 



H,N' 




CH, 



OH 



[0197] TLC:Rf fft (^pc*;VA:^? 
/-/V=8 : 1) ; 

NMR (DMS0-d 6 ) : 6 11.23 (s, 1H), 11.00 (s, 1 
H), 8.75 (s, 1H), 8.22(br, 1H), 8.07 (s, 1H), 7.57 
(br, 1H), 7.37-7.28 (m, 3H), 7.14-7.09 (m, 1H), 3. 
88 (s, 3H), 1.66 (s, 3H) 0 

[0198] mmm 1 ( e 1 ) 

1, 3-i/yf/V-4- (3- ( (/ * 
=f-M 7i^7?/) [5, 4-b] fPv' 

V- 5-*/^>f"5: K 
Ut 8 1] 



O HN 



H 5 N 




CH, CH, 



N 



[0199] TLC : Rf 9^57 p p : ^ ^ 

y-/v=8 : 1) ; 

NMR (DMS0-d 6 ) : 6 11.01 (s, 1H), 8.75 (s, 1 
H), 8.21 (br, 1H), 8. 17 (s, 1H), 7.57 (br, 1H), 7.3 
8-7.31 (m, 3H), 7.16-7.11 (m, 1H), 3.88 (s, 3H), 
3.84 (s, 3H), 1.65 (s, 3H) 0 

[0200] mmmi (e 2) 

1, 4- (3- ( (7$y-f 

/W) t°7-/p [5, 4-b] fUi^y 

[ft8 2] 



h 2 n\V( n 3 



■NH, 



[0 2 0 1] TLC : Rf fclfr (^ p p *;VA : ^ # 



-33- 



/-^=8 : 1) ; 

NMR (DMSO-d 6 ) : 5 10.99 (s, 1H), 8.74 (s, 1 
H), 8.20 (br, 1H), 7. 60 (s, 1H), 7.56 (br, 1H), 7.3 
0-7.16 (m, 3H), 6.99-6.96 (m, 1H), 6.77 (s, 2H), 
3.88 (s, 3H), 1.64 (s, 3H) 0 
[0 2 0 2] mm 1 (63) 

1, 4- (3-^7/71^75/) 

f5/n [5, 4-b] try vV- 5 -*/V#>f-5 F 

[ft8 3] 




H,N 



[0203] TLC:Rf 0. 3?^^^) ; 
NMR (DMS0-d 6 ) : 6 10.83 (s, 1H), 8.76 (s, 1 
H), 8.23 (br, 1H), 7. 60 (br, 1H), 7.56-7.44 (m, 3 
H), 7.41-7.36 (m, 1H), 3.91 (s, 3H), 1.72 (s, 3 
H) 0 

[0 2 0 4] jlifcffil 1 (64) 

1, 3-^/^71—4- (3- ( (3S) -1-t-zf 

Y^-i/ti/v-^^v^n y v^y- 3 -4 

/V75.Z) f7/d [5, 4-b] tfy^^-5-*/V 
[ft8 4] 

H 3 C CH 3 

N 




O HN CH 

CH 3 

[0205] TLC:Rf 0.35(^nn $/VA : / 9 
/— /V=9 : 1) ; 

NMR (CDC1 3 ) : 6 10.59 (s, 1H), 8.54 (s, 1H), 
7.20-7.15 (m, 1H), 6.78-6.63 (m, 3H), 6.00-5.70 (b 
rs, 2H), 4.85-4.79 (m, 1H), 4.00 (s, 3H), 3.60-3.4 
0 (m, 4H), 2.20- 2.00 (m, 2H), 1.78 (s, 3H), 1.46 
(s, 9H) 0 

[0 2 0 6] %1MM 1 (65) 
1, 3-VM5VV-4- (3- ( (3S) 
/Vh°ay-i»-3 — f/v^-y) 7i^;V7?/) My 
9u [5, 4-b] b°y *yy- 5 K 

[ft8 5] 



>-CH 3 



O HN 




CH3 

[020 7] TLC:Rf 0. 26 (^ P P : / 9 

/— /U=9 : 1) ; 

NMR (CDClg) : 6 10.61, 10.58 (s, 1H), 8.56, 
8.55 (s, 1H), 7.23-7.15 (m, 1H), 6.80-6.70 (m, 1 
H), 6.65-6.61 (m, 2H), 6.00-5.80 (br, 2H), 4.95-4. 
82 (m, 1H), 4.00 (s, 3H), 3.80-3.50 (m, 4H), 2.32- 
1.95 (m, 2H), 2.08, 2.04 (s, 3H), 1.79, 1.78 (s, 3 
H)„ 

[0 2 0 8] %WS\ 1 (66) 

1 -s<y=f-;V- 3 -/fvV-4 - (3-^^>-7i= 
/W7 5/) t7'/n [5, 4-b] f pyy-5-*7V 
K 

lit 8 6] 



^CH 3 



O HN 




[0 2 0 9] TLC : Rf 0. 46 (— ^y : § 

>V= 2 : 3) ; 

NMR (DMS0-d 6 ) : 5 10.92 (s, 1H), 8.70 (s, 1 
H), 8.18 (br, 1H), 7.54(br, 1H), 7.23-7.17 (m, 1 
H) , 6.71-6.67 (m, 2H), 6.65-6.61 (m, 1H), 4.26(t, 
J = 7. 2 Hz, 2H), 3.69 (s, 3H), 1.84-1.73 (m, 2H), 
1.69 (s, 3H), 1.36-1. 13 (m, 4H), 0.82 (t, J = 7. 1 
Hz, 3H) 0 

[0 2 10] mm 1 (67) 

1 - W n yvi t7M fyp— 3 - / f-fr— 4 - ( 3 - / 
h^r->-7^=/U7 5/) t°7-/p [5, 4-b] t°y^ 

Mb 8 7] 



-34- 



O HN 




[ 0 2 1 1 ] T L C : R f 0. 44 ta a /JvvA : ^ 
/— /U= 10: 1) ; 

NMR (DMS0-d 6 ) : 6 11.25 (bs, 1H), 8.75 (s, 1 
H), 8.30 (bs, 1H), 7. 64 (bs, 1H), 7.25 (t. J = 7. 8 
Hz, 1H), 6.84-6.66 (m, 3H), 4.20 (d, J= 7. 2Hz, 2 
H), 3.72 (s, 3H), 1.68 (s, 3H), 1.35-1.20 (m, 1H), 

0.56-0.36 (m, 4H) 0 

[0 2 12] WfeM 1 (68) 

l-->^n /nWf;V-3-if;l'-4- (3-^ 
b^v^^rvKT? 7) [5, 4-b] 

[ft8 8] 



O HN 




^< 

[0213] TLC:Rf 0. 45 n n jjWA : * 
y~-,V= 10: 1) ; 

NMR (DMS0-d 6 ) : 6 10.87 (s, 1H), 8.72 (s, 1 
H), 8.20 (bs, 1H), 7. 57 (bs, 1H), 7.19 (t, J = 8. 1 
Hz, 1H), 6.74-6.56 (m, 3H), 4.19 (d, J= 7. 2Hz, 2 
H), 3.70 (s, 3H), 2.01 (q, J= 7. 5 Hz, 2H), 1.35- 
1.20 (m, 1H), 0.94(t, J = 7. 5 Hz, 3H), 0.54-0.35 
(m, 4H)„ 

[0214] mmm 1 (69) 

1, 3 -i?*<?/l'-4- (3- ( (3S) -l-*i//V 

p [5, 4-b] 5K 
[ft8 9] 



0=S-CH 3 
N 



O HN 




CH 

[0215] TLC:Rf 0?31 (^on*/VA:^^ 



/-^=9 : 1) ; 

NMR (DMS0-d 6 ) : 6 10.93 (s, 1H), 8.73 (s, 1 
H), 8.25-8.15 (brs, 1H) , 7. 60-7. 45 (brs, 1H), 7.21 
(t, J = 9.0 Hz, 1H), 6.73-6.65 (m, 3H), 5.04-4.99 
(m, 1H), 3.87 (s, 3H), 3.52 (dd, J = 11. 7, 4. 2 Hz, 

1H), 3.40-3. 25 m, 3H), 2.85 (s, 3H), 2.22-2.00 
(m, 2H), 1.68 (s, 3H)„ 

[0 2 16] jjjfcff!|2 

1, 3-i?*f/l'-4- (N-^^Vl'-N- (3-^h 
^f'>7j^) 75/) ify-J'n [5, 4-b] fc°y^ 

Ut 9 0] 



CH, 




H 3 C 

HiNj rb5 

CH 

[0217] SUfcfl 1 -C»!ji Lfcffr&lfc (lOOmg) 
CDSizk r-Aoiy ( 1 0ml) -|S*Tir MJ/V (5 
mL) jgEJStc, 7;Wy^$iiTotT-, m\M (1 
12mg) iSilfa^Wf/P (5 6 8mg) SriPx., 

n-v h^77-f- on*;H : t< & /~-;v= 5 0 : 

1) -eflfKU TEfcteffiSr^tS^EflS-g* (9 8 
mg) fcflfcfc. 

T L C : R f 0. 36 (^bb*M : * 9 : 

l) ; 

NMR (DMS0-d 6 ) : 8 8.64 (s, 1H), 7.62 (brs, 1 
H), 7.43 (brs, 1H), 7.03 (t, J = 8. 1 Hz, 1H), 6.37 
-6.33 (m, 1H), 6.17-6.10 (m, 2H), 3.96 (s, 3H), 3. 
64 (s, 3H), 3.27 (s, 3H), 2.02 (s, 3H) D 
[0 2 18] HifeM 3 

1, 3-SM'fyl'-4- (3- ( (3S) -fpPv'y 
-7^=-/VTX /) t°yy~n [5, 4 

- b ] tr y >>>-- 5 ? k 

[ft 9 1] 



O HN 




CH 

[0 2 19] m&mi (6 4) T%igLfcfb^ (3 0 
Omg) ©H^^fyv (1 OmL) / — /V (1 0 

mL) 1 0 %t&{b*lit^ 9 7 ~)Vmk OmL) 
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&m%.xm.m.-vi 5$mMWL.tz 0 Rmu-smttmizT 
jtttbfc 0 mmzmmmm-f v y v^mmx P h 1 1 

(1 2 5mg) £#fc 0 



H), 8.23-8.12 (brs, 1H) , 7. 63-7. 45 (brs, 1H), 7.21- 
7.15 (m, 1H), 6.70-6.60 (m, 3H), 4.80-4.75 (m, 1 
H), 3.87 (s, 3H), 3.31 (brs, 1H), 2.98-2.63 (m, 4 
H), 1.98-1.82 (m, 1H), 1.70-1.60 (m, 1H), 1.67 (s, 
3H)„ 

[0 2 2 0] 

imwn m\m 1 

-as* 



NMR (DMS0-<L) 



T L C : R f 0. 36 (^PP*;VA : ^ -¥ / — ;V : 

= 10:2: 1) ; KT©#^^fit i 9 fi^LfctjTett 

6 10.93 (s, 1H), 8.73 (s, 1 5 0 m g <^ttj$#£^#t5IM 1 0 0 

• 1, 3-v^fvP-4- (3-^ h^->7 3i=^T5 /) t°7/c [5, 4- 
b] try i?~y- K 5. Og 

• ^/VJ^i-^^vHrA-P — x#/U"v"}A (jtt*$J) 0.2g 

• x?TVl^k<rir**sV*> mm® O.lg 
""fel-feA'n-;* 4.7g 



[0221] mmm 2 



«iU 5 m 1 ToT^M^iJtU fi£i-J:9Si 

• 1, 3-vM^vW-4- (Z-*Y*c*yy^~A>T 
b] t°y 5-*/V#^f"5 K 

• y—/v 



J) \fy^/u [5, 4- 

2.0g 

20 g 

" 1000m 1 



7PV h^<—P<DM% 



(51) Int. CI. 7 WBIJIE^ FI 7~"-K (##) 

A 6 1 P 3/10 A 6 1 P 3/10 

9/10 9/10 

11/00 11/00 

11/06 11/06 

13/12 13/12 

17/00 17/00 

17/06 17/06 

19/10 19/10 

25/16 25/16 

25/24 25/24 

25/28 25/28 

27/16 27/16 

29/00 29/00 

10 1 10 1 

31/04 31/04 

35/02 35/02 

37/00 37/00 

37/08 37/08 

43/00 111 43/00 111 
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F f — J\ 4C065 AA01 AA04 BB05 CC02 CC03 

CC04 CC05 CC09 DD03 EE02 

HH08 JJ06 KK02 KK09 PP06 

PP07 PP08 PP09 PPIO PP11 
PP12 PP13 

4C086 AA03 CB05 NA14 ZA02 ZA33 

ZA34 ZA36 ZA59 ZA66 ZA70 

ZA75 ZA81 ZA89 ZA97 ZB07 

ZB13 ZB15 ZB27 ZB35 ZC20 
ZC35 
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